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r 1 *^ 7kmm^ mmmTi/jism. ^mmry^m. iM3i©7'j-;b 

[ff^3] 
%o 

Ajb\ 1 TfrM 5 JC3B«CDffc<&4&. 

75 7«#^£;ft,T^T%^6-75 >>:7y >-9--f;i/ (iT&fr 
7f--;i/) , 2, 6-*?T$ J-fVy-Q-Jfr* 75/SjW»3*IT 
VAT=fe«}^2-75>>-6-#na:/y>-9--r;K 7 5 ./S;WS£*lT^ 
T%J^2-757- 6-7MU^U > - 9 - >f /!/, 75 
tti < k^2-75;-6->rn ; E^'J>-9-^;K 75 yStffiSKStlTV^-C 
^^2-757-6-11 Kn^f^y ^^--f^ ?T=-=-M 

. 6 -75 y -2-* h^rS/^u >- 9 ->f ;k 6-75 ;-2-^nn^'j> 
-9--f;w 6-75;-2-7;i/tn^'j>-9-^f^ 2, 6-*?*h**/ 
yy>-9--f;w 2, 6-^^nn^y >-9->r;i/. 6 h yy > 
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tiX v^T^i: v> 2 — ^"#y — 4 — 7 ^ ^ — 5 — yjv^u — l , 2-i/'t: FntfU 
^>-i->r;i/, 4-r5;-2-t^v-5-^nn-i, 2-^tKntr 
y^ ^>-i--r;K 2 -^-^y- 4 F=^>- 1 , 2-^tKnn°u^^> 
-i--f;K 2 1, 2 -^n Fn if u ^ 1 - 

-<;k 2, 4 Kn*S/- 5 -*=f-)\>\i u ^ s»- 1 --f;i/ (1-&t>*K ^ 
^ Xte4 -7^ y - 5 2 -^-^v- 1 , 2-^tKntfu^^ 

Bt>\ 6-^oy-f ;i/T^ ^ y°y y- 9 --r;w r^--^, 2->rv^u 
;i/T^ / - 6 -n Fn^ri/y°'; >- 9 ->r;i/, ?~7— — 2-;t^y-4-K 
>y>r;i/T^ ^ - 1 , 2 Kntry ^ 1 ->r;i/. ^>F^-;i/X«^^ 
^/i/ire&s, fflt#^ 1 #M 6 jcSB«©fl;#«>. 

[St^g9] 

2' -o,4' -c-x^- \/y>fTJ 

2' -0,4' -C-xf l/>7f;^>, 

3' ,5' -*?-0-'<y*?J\,-2* -0,4' -C-xf U>-6-N-^>y>f;i/Tf; 
^ y> 

3' ,5' -^-0-/<>i/;i/-2' -0,4' -C^lf uy-2-N-4 vf^- VJl/?7 
5' hdpi/ F U^;i/-2' -0,4' -C-x^- L/>-6-N— ^<>y*>f )V7^rJ 

5* -i/"^ h^ri/ F U5 1 ;i/-2' -0,4' -C-xf l/>-2-N->f V^'j;i/^7 

2' -o,4' -c-xf i/>-2-N->fy^y;by7;i/x 

2'-0 ,4 ' -C-o:^ l/>-6-N-/<>y>r;i/T-rV 
2' -0,4' -C-xf U>9US?X 
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2' -0,4' -C-X^ ^ *; >% 

2' -0,4' -C-x*-l/ 

2' -0,4' -C-x^ l/>-5-*^;i^^>, 

3' ,5' -^-0-/0>>W-2' -0,4' -C-ifl/>9'jyx 

5' h3f>> h U^;i/-2' -0,4' -c-x^p>^i;^> % 

3' ,5' -P-O-Oi/fr-Z' -0,4' -C-X^ 

5' -^7h^Pi/b'Jf;i/-2' -0,4* -C-X^l/>^-^ 

3' ,5' -t?-0-^>^;i/-2' -0,4' -C-^Vy-4-N-KZz ^J^)\jV=f-V 
V 5' -V* Y^ls V -0,4' -C-X^l/>-4-N-/<>y-r;i/S/^^ 

3' ,5' -*?-0-'<2/*?Jl/-2' -0,4' -C-x^ l/>-4-N-/<>^/-f ;i/-5-^ 
5' h*is h -0,4' -C-x^l/>-4-N-/<>y>r;i/-5-^ 

2' -0,4' -C-X^ l/>-4-N-/<>!/>f 

2' -0,4' -C-x^.l/>-4-N-^<>y>f ;i/-5-^^;i/$/^^>o 
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bfc e>*iTv*& 0 i s i stttt, tht^fb^^n>?>f;^ 
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[0 0 0 5] 

u .t e> £ -r e mmi 

^ftx— 5\M§-&&^rr«3** l/tf-S/F&aMfrtf, Wi&ffi?tV lyytf- F& 
[0 0 0 6] 

[0 0 0 7] 
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V Ate. ^H5[175M4fg(Z)T;i/^r V>«S:^L, 

Bt±. TI3a^£^24x&Sm«&WLT^T : bJ:V^y y- 9 - 

-r;i/X«2 -a-spy- i, 2-i/'t: Kntf u ^ py- l --f;i/K£^i- 0 ] T-^ 

(am) 

[0 0 0 9] 

. *^uy, ^uy. h'j^f -r h^*?- uym*%>tfz>z.£tfX"%. 

[0 0 10] 
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•fSJJU* # J 3, 7 & J -OK ^yfiJ 

J4)v. K^y-OK huf*;^^ ^h^^^jy >f;K ^>#^#y>f;i/ 
>t;k 13, i 3-i/^f;i/fh7f*;>f;K ^ztz't-kj^ ;k 

j}?~;k*. ^DDm;k i/^nn7tf^ h'j^nnytf^, h 'J 

2, 4, 6-h'j^f;i/^>^/>f;K 4 - h;i/:*>f &<£?l&y;i/ 
3f;wtr u -;k*;k^-;k*> 4 -r— v-r £e>&{£^7;i/=i3f ^ftr y - 
2 -^;i//K^i/^<>y-r;K 3 -#;i//tf3r$/'<> V>f ;k 4- 
#;i/#^>^>v^;v<z>j:e>fc#;i/^Mfcy y -;i/;*j;i,7}^;k*. 4 ha 
^>v^;k 2-- hn/<>^;i/OJ;e)^- N a^fbr y ;k* ; 2 
- ^ > ^^f ;i/© J; e> «:M7;i/ n ^> A;i/3K-;Hb7 'J 

4 -7i-M>^MJ:5&7 | J -Mt7V -;k*;k*? 

fh7b:Kni;7>2->fM 3 --fu^-r h^t Fn if^>-2-^f;K 4-* 
h3fS/fb7tKnbf5>-4-<^ fh7tKDft(f7>-2-^;K 4-* 

h7tKnfttf5-;Hj ;fh7bFn77>-2->f;i/, ^h^tiFn^^ 
7 7>-2->f;i/©J;^)S; r^- Kn7 7-il/Xttf h^t: Knft75-A/ 
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2, 2, 2 - h u ^nnx h^ps/^^;!/, *^;i/tf>J: 
l-xh^r>>xf^, l-( >f V:/D;K3f >» ^Jb<D£?te r{&WLTfl/n*r*/ 
2, 2, 2-hU^nnxf;i/0j;e)!5: rAn^txf;Hj ; 

4 2, 4, 6-hU^f;i/^>^>, 3, 4, 

4, 4' -V* V^-i/ h U -7 3in;i/^^;i/, 2 -n h n 4--hn/< 
4-^nn^y^K 4-^^/0^, 4-i/7; / 0^i/©<k^ 

2, 2, 2- h U^UDX hSf S/^I/tK^;!/, 2 - h y Jill h*r 
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Kyi? ;],*3r i/jtjjitf-ji^ 4 h^^/^<>i/;i/^-dpi/^;i//Kn;K 3, 4- 
hdri/H>^;v^-^t/^;i/^— ;k 2 -n h □/<> s;;i^3r ;K 

[0 0 1 1 ] 

-hlB5£# (1) a^© r«3R«175rM4«©T^/3^S/3Sj illT{t #9 
;* N=^>. aih^rS/, n-^DJK^rJ/, >fV^n^S/, n-:7>3r$/, 

[0 0 12] 
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[0 0 13] 

x^;i/^^-> ^ntr;!/^^, >fv^nb?;i/f*, 

[0 0 14] 

±ffi5£ (l) o»(Z) rflHg3*iTv*Tfc J:v*73 y ttj ®«I»i:bTtt 
, Mxll /Jn;i/^;k r-fe^;K 7afcT;fr— ;k ^u;i/, >rv^u;K ^> 
#>>-f;i^ t?^n^;K ;WJ;k >fVAi/y;K ^-^^^>r;i/, 

y>f;i/, 3, 7 -*?*^/i/>r** y-f ;k vz/tJ* j f^jjj^jw bv 

^;i/^>^^*/>r;i/. i4-^f;K>^r*;>f;p, 13, i3-i/7fA 

"fit J -in/, l -^^fi/^^^ij J J -r^r-fr J ^ ft, ny- ; >( 

;i/3f;i/#;i//tf-;i/«, (e) - 2 -**j\,-2-'? j r J -oi/^cfc^&^f&jfar;^ 
, 2 -^n^/ov^ ;k 4-^DD^>y>f;KD t }:9^^n^;7U-;b*;i/ 
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m—)vm. 2, 4, 6-N'J^fM>^/>f;K 4 - Mi/tf-f ;i/tf>.ke>&{£3&7 
;i/3f;Mfc7U -^l/^j^^n;!/^ 4 -7- V>f ? fc<£Jft7/l/=i3f */ffc7 u 

2 -#;i/;tf3rsy^> v^;k 3 -j&Ti/sK* S/'OvM' ;k 4 

y 4 -:7 a:— ^'Oy-r ;i/#>J:5&7y -;wtry 

2, 2, 2 - h y ZU UX. h^ris-tifrtf-JV, 2 - h V *^)btsV ;i/JC h3r*/:& 

^>^;i/^-^rS/^;i/3K^;i/. 4 h^rS/^>^;i/^^ri/^j;i/^— ;k 3, 4- 
4 -n bD^>^M*i/^j;i/)}?- J; c>& 1 M2I© r^g^y;^^ >>x 

[0 0 15] 

fccfcv^y^b < «^7;i/^;i/7^ y«j ^itn ixH ^^;i/7^y, 3: 
^•;i/7^y, ^nbf;i/7^y. >fy^ntr^7^;, ^A/7^j. >fy^f;i/ 

75 7, s-^;i/7^y, tert-^;i/7^ 7 , i/'^f;i/7^A *?x^-;i/7 

;i/7^y, (s-y^;i/) 75 7, (tert-^;i/) 7^ y &&if 

-e^, ^5 1 ;i/7^y. x^;i/7^;, ^if;b7^;xa^if;i/7 
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[0 0 16] 

±fB5£4< (1) <*ffi<D TMmmi7b^4ffi(DT;i*)V?-*mi tLXit. 

Witii, x^;i/, yptr;i/, -ry-^ntf;K :/^;k >fv^f;K s- 

So 

[0 0 1 7 ] 

xitmmm^x&z. 

[0 0 1 8] 

<DT)vn*ism%.z$/\utf >x$>v. mznmizit. «»3*itv*t%j:v*7^ 

[0 0 19] 

r2-^-^y-i, 2-s?n Fabry i ->f;i/Sj icovxTtt, 

va^^i/^^ um^tix^x^j^^yjv^t^iymxitmmwLi n^Amor 

[0 0 2 0] 

JifH^; (i) cf». b co rg^^^LT^r^ iVN^u >- 9 --r;n 
•f&;b*K T-r— . 2, 6 -^r^ y -^u >- 9 ->f 

nTV^tjcfc 2 — 7 ^ ^ — 6 - ~fU ^7° U > - 9 - >f T ^ y3£##Ste*l 
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% 6 - 7 ^ / - 2 - * h >>y y > - 9 - 6-7^;-2-^no 
y;>-9->r;K 6-r^j-2--7;vytu^v>-Q-^jv > 2, 6-$?* 
h^rt/^u >- 9 ->r;i^ 2, >-9->f;i/X«6-^;i/^y 

9--t;k 7r--;w 2-^ry^y;i/r$ y - 6-t: Kn^ri/yy >-9 - 

[0 0 2 1] 

±fB5£ (1) Btf) rgg|S£^bT^T% J^2 1 , 2-*;fc 

Kn try ^ 1 — -r ±<$t% t&mtemz. r^jm-^um^nx^^x^ 

£^2 - -T^ >> - 1 , 2-*?fc Kn try 1 ->f /b (^fr 

5-7JV7tU- 1, 2 -^*t: Kn try ^ 1 4-T^y-2-^-dp 

v-5-^nn-i, 2 -*?t: Kntr y ^ vy- i --t;k 2-a-3fy-4 
K3r$/-i, 2 -^n Kn try ^ vy- i ->f ;k 2-^-=^y-4 -^;i/5f?y h 
-l, 2 -*?t: Kntf y ^ Vy- l -^r;i^Xtt2, 4 Kn^pi/- 5 

/i/try$s^>-i->r/i/ mx&v. t< bias-miziz. 2 

-t^p y-4 - ^>y>f ^7$ y - 1 , 2 -yt Kn try ^ 1 ->f ;k s> 
n tf y ^ 1 ->r;i/»-e&-5 0 

[0 0 2 2] 

##l|9©ffc<&«& (1) #$afcfb#4&fcLTtt, 
<1>R X ^, TKilM^ flgffi&^T^;^ ^#^T^;i/S. lM3i©7 
y -;«-eg#l£*i£*^-;i^ {Bi^i/^K -(g^T;!/^^^, /wtfy^L 

2/y;i/^fesfb-&ej, 

^^^>y>r;i/SX«tert-y^;i/^7^-;u^y;i/«T&S'ft:-^tJ 
<3>r 2 ^\ tkusik^ fliJte»ir2/^3i, ffl7^>;i/& iM3t©7 
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u -)i>mT*w:&2tit=.*?jvm. 4&mr)i*)v. i&mrfrn**;. wfyigi, 

3r $/ V*>f MXli tert-^ ;i/ *; 7ii^'J ;Ht' 2b Z> it^m. 
<6>B#, 75y>SvWM£;ftT^T%<}^6-75y>:7y >-9->f;i/ ( 

•t&fc>*>, T5 2 --;!/) , 2, 6 -*;y$ y y- 9 --ok 75y«#&® 
£*it^t*; £vn2 -t 5 ;-6-^ayj>-9-^b, 7^;WI$ 
tir^Tfej:^ - r^ y-6 -7Mn^u >- 9 --f ;k 75 
*iT^Tt>j:^2 - 7^ y - 6 - :/a 7 y > - 9 - -f ;k 7 5 7»^®$tl 

T^T% e fcVN2-T^ / - 6-t: Kn=3pi/^i;>-9 --f ;i/ (-r&fc>*>. ^7- 
— 6 -75 y - 2 h^rS/^U >- 9 ->f/l/, 6-7<;-2-?Dn 
^•J>-9->f;K 6 - 75 ; - 2 - 7MO^'J > - 9 ->f ;k 2, 6-^* 

f^^7°'J>-9->f;K 2, 6 uu7V y- 9 --f;K 6 h 

7°'J>-9->f;K 75 y^^^TV^^i^-^V^ -75 ^ - 

1, 2->>'t Kntru 5 1 — f;i/ (t-^*>t>, i/hzs-fr) % 75;!^ 

#M£*iT^T% £^2 V-4 -75 7 - 5-7)V7tU- 1, 2-^t: K 

ntf y 5 s»- i ->f ;w 4-75;-2-t^v-5-?Dn-i, 2-s?n 
Kntry 5S^>- i ->t;k 2 - h**/- 1 , 2-^tKntry 

5^>-i--f;K 2-t^v-4-^;v*yh-i, 2-^HKOt°U5i?> 
-1--<;L/. 2, 4 - i; b K n - 5 - ^ f ;i/ tf 'J 5 > - 1 - >f ;i/ ( t 

^-5^;i/) xti4-75;-5-^f^-2-t^y-i, 2-ytKnfcf 
y 5 1 --r ^-e&sft-a-^ 

<7>B*^ 6-^>!/>f;i/75;7 0 y>-9->f;i/, 7f--;k 2->fV 

7*f y;i/7 5 y - 6 -t Kn^s/^y >- 9 ->r;K ?*7--;k 2-^-^y- 
4-^>^;i/75/-i, 2 -^n Kntry 5 Vy- 1 ->f;K 2/h^>-;i/X 
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[0 0 2 4] 

*ljfctf^2lca3V>T, Meli * U B n tt. 'O^Vt/ttfc^L 

. Bz&. Ky\rj jvmZmL. PMBU p h^-iy^yVjvmtimL. T 
r&, h'j7x-;i/^f;H^U MMTrlt 4 - * h 3f i/ V V V x 
^;i/gS:^U DMTrlt 4, 4' -^7 h^^h'J7i-;i/^f ;H^^l 
, TMTrS, 4, 4* , 4' ' - h 'J ^ h^Piz h 'J 7i-;i/^f 
TMStt, hy^f^S/'J^/SSr^U TBDMSI1 tert- ^JVi/ 
V)Vm^L. TBDPSH tert--ff-JVVy^—)Vt/VJl^mh. TIP 

[0 0 2 5] 



(1') 

[0 0 2 6] 

ft^fo 

S # A R 1 R 2 R 3 R 4 



1-1 CH 2 H H H H 

1-2 CH 0 H H H NH, 
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1-3 CH 2 H H H OH 

1-4 CH 2 H H OH H 

1-5 CH 2 H H OH NH 2 

1-6 CH 2 H H OH OH 

1-7 CH 2 H H NH 2 H 

1-8 CH 2 H H NH 2 NH 2 

1-9 CH 2 H H NH 2 CI 

1-10 CH 2 H H NH 2 F 

1-11 CH 2 H H NH 2 Br 

1-12 CH 2 H H NH 2 OH 

1-13 CH 2 H H OMe H 

1-14 CH 2 H H OMe OMe 

1-15 CH 2 H H OMe NH 2 

1-16 CH 2 H H CI H 

1-17 CH 2 H H Br H 

1-18 CH 2 H H F H 

1-19 CH 2 H H CI CI 

1-20 CH 2 H H SH H 

1-21 CH 2 Bn H NHBz H 

1-22 CH 2 Bn H OH NHC0CH(CH 3 ) 2 

1-23 CH 2 Bn Bn NHBz H 

1-24 CH 2 Bn Bn OH NHC0CH(CH 3 ) 2 

1-25 CH 2 PMB H NHBz H 

1-26 CH 2 PMB H OH NHC0CH(CH 3 ) 2 

1-27 CH 2 PMB PMB NHBz H 

1-28 CH 2 PMB PMB OH NHC0CH(CH 3 ) 2 

1-29 CH 2 Tr H NHBz H 

1-30 CH 2 MMTr H NHBz H 

1-31 CH 2 DMTr H NHBz H 
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3 5 



2000-3004411 



#32 i 1 — 033863 



xh'J;i/S;*M7 5 K, N, N-i?^fMM75K, N, N-V*^)l 

[0 04 5] 
[0 04 6] 

o 

[0 0 4 7] 

, at?*, 0TCT?*y, ^FjilCtt, 10M4 0TCt$>l>. 

[0 0 4 8] 

[0 0 4 9] 

[0 0 5 0] 
(A — 3 ID 

4) IC, (H. Vorbrggen, K. Krolikiewicz and B, Bennua, Chem. Ber. , 1 



ajSE#2 0 0 0-3 0 



11 — 033863 



14, 1234-1255 (1981)) K^o T ITO L Bri©IiS?:t IT & J: ^7 
[0 0 5 1] 

^ v n - h g 4: ^ h y ;n ; a 7 ^ K, n, n-v 
^fMM7^ K, n, N-j;^f;i/7th7^ F, N-*^/i/- 2-trn y 

[0 0 5 2] 

«ffi&*l*fifc«#i: bTli, AlClg, SnCl 4 ,TiCl 4 , ZnCl 2 , BF3, hU 

:7;i/tfn y *^;i^>y ;i/©<fc5&;W*^M^^£&if 

[0 0 5 3] 

TC*>e> 1 0 OTCC&y, 5 0tJ5 8 0lCT'fe6. 
[0 0 54] 

[0 0 5 5] 
[0 0 5 6] 



3 7 



ai$E# 2000-300441 1 



11—033863 



(A-4I1) 

(5) SrSlftLT, #$8U!©fl:^4& (la) 5:i)ltSIitS)5 0 
[0 0 5 7] 

N-^^f;i/7tF7^K, n-*^;u- 2 -tfn u K>, N-^^;vtfnu^ 

[0 0 5 8] 

J: oteTJll] U ; h U ^ A. U ? AO J: ? &7;b# U 

[0 0 5 9] 

o*c-e& y, jjsaictt, i oicM3 o"c-e&& 0 

[0 0 6 0] 
[0 0 6 1] 

[0 0 6 2] 

(A- 5Ig) 



ffiliE# 2000-300441 1 



11—033863 



*m&mm#. A-4x^T*#^*i-Mti^ da) ^ abms* 

flS^& (1 b) ^liltSIiT'feS. 
[0 0 6 3] 

*£&*U;£, #iCPH5ttt&<, " Protective Groups in Organic Synthes 

is" (Theodora W. Greene ^f, 1981^, A Wi ley-Interscience Publication^ 

[0 0 6 4] 

(l) rHiift^rs/^xtt^fllTS/^j , (2) ri 
^i/. j\uf>. 7 7 ST* 7 V - ^/f $ tifc 1 M 3 f© 7 U - M t 

[0 0 6 5] 
[0 0 6 6] 

ffiffiS*i**S9tt. 7Ki:M^-L^-t<, HJ£&IH*i*i% ffi$MMt&<fc&S& 
, i'Dn^A, l, 2-y^nnx*>xttE9a-ffc^ilJ:'5Jifc/Nn^>fl;K'ffc 

[0 0 6 7] 

AcDi e»^r;i/7j u^j»*gftfb4fc ; stwt-^- h u oa, u ^aoj; e>&7;b 

#U ; h U ^A* h3f S/ h\ ± h 'J^Aih^ri/ K©«fc 5 &7;V7J 



ffi$E4# 2000-300441 1 



1 1 — 033863 



[0 0 6 8] 

fcfc&mit. 0tM6 0tt'fe»J, $JiilCta, 2 0M4 0tt'fe§. 
[0 0 6 9] 

1 0##M2 4 B^ng-e&U. *?SIIC&, 1 72rM3 H#P^T*&3o 
[0 0 7 0] 

[0 0 7 1] 
[0 0 7 2] 
[0 0 7 3] 



ftt$E4$ 2000-3004411 



1 1 — 033863 



[0 0 74] 
[0 0 7 5] 

£/&M^te> or»i6 oic-e*>»K ftmizit. 2 o#M4 ot;t^§ 0 

[0 0 7 6] 
[0 0 7 7] 

£JS»T«L £JE«^fo#e>, itTtMSrl&icU *fc»B*x^;i/© «fc 

y * */ v h.m^m.m^ mm £ ^s-r & 3 ^ -e^ *i 3 0 

[0 0 7 8] 

m*>tit=.fc&mz. ^gfe&ji. lift n^n, j/'jAm?^^ 

[0 0 7 9] 
[0 0 8 0] 

^SSyfcftzKSRS i^fi/>^nUK, 9 n n *;w*, ra^fcK*, 1 , 2-5; 
m;**J-)is. >fyyn;t;-;i/, tert-y# y -;i/<D<k e>&7 

7^ F, N, N-i?^f;i/MATO\ N, N - V* ^;i/7"fe F 7 ^ F, N- 

. mam Ofttc* TO) Xf£7;i/:3-;M® (4#tC, tert-7*y-/i/) 
[0 0 8 1] 

[0 0 8 2] 



aisiE^F 2 0 0 0- 3 0 



i 1—033863 



SJSfi&Hu ox:jb^.6 otct?*.»;, #anc«u 2 o#M4 oic-efeeo 

[0 0 8 3] 
[0 0 8 4] 

7b^77-f -*Jc«fcoT35 
(3) r^u^gj ©ts^-tt, MS, »ftf h^^WV'E-fA 

[0 0 8 5] 
[0 0 8 6] 

[0 0 8 7] 

jRlSifiitWU OTC^M 1 0 O^T'&tK ffSltCtt, 2 0M7 01CT^S o 
[0 0 8 8] 

MJ&B£ra&, 5#73rM4 8BSfra-e&»j, ^jfitCtt, 173rS2 4l$raT?&&. 
[0 0 8 9] 



ffiSEflf 2000-300441 1 



#32 11 — 033863 



Will S^Sifctti/'J»A7A^D7fy77>f-fi:j:o 
(A - 6 21) 

*m&mm*. A-sntff&ftsft^ft db) tc, bb^®i$ 

*»m©-ffc^i» (1 c) fcfBg'rsXg-e&S. 
[0 0 9 0] 

Tf&tltf. #lC|$g^tt&<, iiH " Protective Groups in Organic Synthes 
is" (Theodora W. Greene 3? x 1981^, A Wi ley-Interscience Publication^ 

[0 0 9 1] 
[0 0 9 2] 
[0 0 9 3] 

t Kffl<fc^j;7^ KI; l/>^n'J *nOJfc;i/A, 1, 

[0 0 9 4] 

8!M2*i£t&«£:LTkJu jfcgMtU^A, MA'JyA, 



ffi3E# 2000—300441 1 
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*y th'j>>^ h^s/K, ±h y ^azc h^p>> KcDio&r;^ 

[0 0 9 5] 

ot^ms oic-e& y, »atca, io»S4ox;Tf*fi. 

[0 0 9 6] 

[0 0 9 7] 
[0 0 9 8] 

Bffj£Lfc#ra# (2) JKTKl3*^SB72rMDj56JCJ:y, SSaT*-*;! 
[0 0 9 9] 

[ft 6] 




B-3 xo- \^o^ B-4 xo 




[0 10 0] 




OHC-' >— ^ O " r—f ^ ( O 

OY 0- \~ HO OY °~\ 

(9) (2a) 



4 4 OT2 0 0 0-3 0 0 4 4 1 1 



11—033863 



[ffc7] 




(6) (10) (11) 




(2b) 



[0 10 2] 
[0 10 3] 



ffil2£#2 000-3004411 



1 1—033863 



[010-4] 
[01 05] 

7°u¥;i. >fy^Dtr;i/, >fy^f;K s-^;k tert-y^;i/ 

©cfce)^^iSciBM4M©T;i/^r;p*T^*;, #jg{c&, ^f;nt$,y, r 

[0106] 
[01 07] 

:£iR(R.D.Youssefyeh, J.P.H. Verheyden, J.G.Moffatt. J.Org.Chem., 44, 1301 

-1309 U979))©#&tc*PCT, itism (6) © rxj (D^^mm^izmm 

-TSft-^fci^U #CV*T*. *i^(T.Waga, T.Nishizaki, I.Miyakawa, H.Ohru 
i, H.Meguro, Biosci. Biotechnol. Biochem., 57, 1433-1438 (1993)) (X =B 

n©i^) ommzmvT. it&m (6) *m&-f2>z.£.tfT*&2> 0 

[0 1 0 8] 

(B&) 

(B-lIg) 



ffisiE# 2000-300441 1 



1 1—033863 



(6) IC. IKIliA^&SJSlt. \t^m (7) 
[0109] 

, *^i/y?u y ras. 

[0 110] 
[0111] 
[0 112] 

1 0 OtM- 5 Ort'feiJ, ^fjilCtt. -10 0tM-7 0 c CT*feS. 
[0 113] 

[0114] 

[0 115] 
( B — 2 ID 

#X=g«> ^^Stt^m*, B- lXgT?K3t3*lS^«J (7) IC. 



ffi|I#2 0 0 0 -3 0 



#5J2 i 1 — 033863 

[0 116] 

) t^So 

[0 117] 

d£M£*l«£>S/y yMfcfs^£ LTtt, #[>LWu KCN, NaCN, */T >fb h V 
>^ & & tfs ;i £ <& £\ JfjfiJCtt, NaCN*efc*. 
[0 118] 

0tMl0 0X:T'&'J, 3 0tM7 0tt'^5 o 
[0 119] 

[0 12 0] 

KJS*S7«, Mill U 7fchfif^^;KZ)<fc e>&M#iL& 

[0121] 

( B — 3 IS) 

jRJSLT, (9) 5:lSt5Ig-e^5 0 

[0 12 2] 



tBSE# 2000-300441 1 



i 1 — 033863 

# 

-5^;K fh7kKn77X ^3f-9->. V%b**y*.*y. if^lsyffV 
n-)\,*/*?-jV3L-'r)l(D&z)&^-T}\/M ; T-fe by. *?JV3i^;v>r by. 
^fMV^fMhx >fy/ftn>, i/VwsirVJ y<D&-o&trbyM^$: 

y K) t*&£ 0 

[0123] 

d£m£4x3M7t;£U£i,Tte, y ^;i/T;i/^ -V2±7km. h'jxh*s/7 

[0124] 

tffl^ttsiM^i, a7rmtc<fcyM^-5*«, - ioo 

P73rM-5 OTC-eafeU, - 9 01C75M- 7 0T'^§o 

[0 12 5] 

[0 12 6] 

[0 12 7] 
(B-4I1) 

Aj£©#**m^4&© — -oT?& (2 a) ^litSIltS^ 

o 

[0 12 8] 

4 9 0^2 0 0 0- 3 0 04 4 1 1 



#5p i 1 — 033863 

[0129] 

[0 13 0] 
[0131] 
[0 13 2] 

[0 13 3] 

(Ci) 

(C-lIg) 

#XjgHu **Stt$88!f*, t8fj*©^!56T?ig3tSti«ft^ (6) ic, K-ffcMS: 
MJSLT, ttUr^ (1 0) SrJSJS-fSXg^fe*. 
[0134] 

£ ft 0J*.fcT, ^Vy. ^zf*y. Vtfujy. S&jx 



ffi$E4# 2000-30044 1 1 



11—033863 



-7-)\y<o^om^mmMity^mm ; 'O-t? y. hJV^y, 3rSsisycD£t>te^m 
i«iS;^fb>i'D | JK 1 ^dd^I/A, w&itBtm* Wuu3i*y 

;k »»:n^;i/, #®E^ntr;i/, mm^^M mMV^^cD^^r^^^m 

y. V*h*ci/^$y. Vtt\sy#v^—frV* s ?j\/x.—-7-j\,<D&^i&x.-7; 

>>^n/\dp-9-y y<D£z)tetr bym ; ££>lf€>r #a»cW\ /M3 

[0 13 5] 

Dess-Martin)^ffcMf$^, tf U • HK-ffc^ D (hTU^-^A^ 

□ n#n*-K tf U V—*7 2±V9 n*- h) 0i^j:SH^nAmf5:* 

[0136] 

BLmumit, mmzm&mmt&m. mm. smmrfk: it, - 

1 0 0"C73rM- 5 CC-e&y, #^fC{i, -1 0 0M-7 0^T^5 o 
[0 13 7] 

2>\ 3 0^73rMl 2BSrH*T?& #aKC«, 1 #M 5 H^-e&£„ 

[0 13 8] 

&JS*IT&> Mill Mtt#J£#8¥U U 

[0139] 
(C-2XS) 



5 1 



ffilE# 2000-300441 1 



#3* 11—033863 



#xett, *iStt»*0*, c- ixg-e»3g3*isfl^» (10) jc, *tft& 

^I^SJSIT, ft^ife (11) &l?iltSIgT'fel) 0 
[0 14 0] 

LTte. Mill ^^ri^>, 'v7#>, y^n-f>, HJi&x 
I»ii;^f u>^n'JF, ?nn*;i/A. EaffiffcK*, ^odx^ 

y * h^e i/if i/>y;n-;i/i/^^;i/i-T;i/©<i;^^x-f 

[0141] 

G6M£*i£i>^£: ^/^-f H(Wittig)^, M>X(H 

orner-Emmons)f^ % fc? # — V > (Peterson) jf^Jfri^, TiC^-CHgClg-Zn^^^^lJ 
, ^-^(Tebbe)i$||^£&tf§- HftT'gZiDK ^MKlt. ^-f^f-ft^i 

[0 14 2] 

, - 2 ot;M2 0TC7*s>y, ^?iic^ o°c-e&s 0 

[0 14 3] 

3 0#72rMl 2^ra. ^jglCli, 175M 5 B#|H -£&<§>., 
[0 14 4] 

[0 14 5] 



5 2 



ffisE# 2000-3004411 



43¥ 1 1 — 033863 

(C- 3Xg) 

C-2Xg1f$i3iS*l6'ffc^«f (1 1) <D*W7 4 
>©*«lfci*K:3^ttC*»i£«:#ALT, ffc^* (2 a) fcigig-T 

[0 14 6] 

ftfflsne»aii:bTtt, ^^r-y->> ^-fzy. y^n>r>, 

;K ^jQ^-;i/ % fti^ntr^, »Ift^;K Btmtfx-mto&tttex.X'TJiM 

[0 14 7] 

9-BBN(9-tff^lf f *n [3.3.1] Si £tfX*gZ>jj\ JfSHCMu 9- 

[0 14 8] 

[0 14 9] 

jS«. 6M4 8^Wr^>*;, $?jgtCte> 1 2 75M2 4B3FlSn?&*. 
[0 15 0] 



ttiSE# 2000-300441 1 



I 



#32 i 1 — 033863 



[0 1 5 1 3 

(D80 

(D-lIg) ' 

#XHtt, *SH£t839(t», c-i:Dg-i?«3i3*i5fl;-&4& (l o) c 

&m&R&isT* it&m (i 2) OTtsiiT^s. 

[0 15 2] 

&.mtsnz>mmt: vtiz, #n;twu y^n>r>, 5*fcx 

ifeftft;**^ ; *^vy$u y h\ ^ont^ BgJfiftjKJR. ^^nnx^> 
^^x^;k »^^ntf;K M^xfMi^tof^i 

[0 15 3] 

^ffi^tlSif^^ilbT^, tf-f vr* H(Wittig)^, • x=E 

> X (Horner-Emmons) fs$^^ £&lf£;i£#-e££o 
[0154] 

0tM4 OTCt'fe'J, $MJC&, 0M2 0tT'fe§. 
[0 15 5] 



miiE# 2000-30044 1 1 



#3* 11—033863 



[0 15 6] 

[0 15 7] 
( D — 2 Xg) 

#Xgtt, ^ffiit&I*, D-lIiTlI^llSM (12) fC, 3»7ttffl 

^^bt, ft^ft (13) &»!3g-rsx5gT?s>a. 

[0 15 8] 

#Xigte. A-5Ig© (2) iC^DTHJg-rSZil^T^Sc <BU R 10 

^et#lCtt,3©Xgi:j:y, M (2 b) &iftigMK3rr$;ii:#T?£S. 
(D-3I1) 

#XgH\ **Stt*5ff#, D-2XgT*aS3t3ft5flS-£#J (13) 3g^£U 
SrSiS^^rT. Aj£©MfMfc^&©-o-e*Sfl^& (2 b) IriltSIgT' 

(a) R n i:R 12 i:M(C^oTilIK^Si^ 

;k >fy^n/v-^, n--/#7-;K ^v^;-;k t-^#y-;K 

n^-tf-y -;k ^f;i/tnv;i//0!)<i:^^T;i/3-;i/I ; WK^&feWSiii 

T;i/n-;i/^ (#{c. :n#y-;i/) T*&£ 0 

[0159] 



2000-300441 1 



#5J2 1 1—033863 



[0 16 0] 

tM5 OlCT*^>y. #iSfC&, 1 0 75M4 0-C"e$>S o 
[0161] 

. its, i o^mi 2^iaT?«>»;, 30^15^*5. 

[0 16 2] 
[0 16 3] 

R 10 ««$/y^/i£©»-&jctt, A-5iio (3) ©^sacm Drum-re 3 £ 

[0 1 6 4] 
[0 16 5] 



miiE# 2000-300441 1 



11 — 033863 

-trnuF>, N-*^;i/trn u /\=* -9- h y Ftf>£ 

[0 16 6] 

xmrns oTc-e^y, i o#M4 o-ct&s, 

[0 16 7] 
[0 16 8] 

[0 16 9] 
[0 17 0] 

[0171] 



ffiSE^ 2000-300441 1 



1 1 — 033863 




E-3 

u^rf- Y 

OR 14 
(15) 

[0 17 2] 

Ess*, Ait. m&t.mMmz^L. r 13 «. 7kmm<Dumm (4#tc, *h3f 
(Em) 

(E-lIg) 

*x@«, Amvm&znzitatm a c) jc, 

KfoLT. it^m (14) &|83iftSXjg-e&S. 
[0 17 3] 

mmtm&mmtvTiz, &miz\*. ^>if>, s^oo, s> u^cdjc e> ^ 

^mmmt^mm ; u>?u U h\ ^na^M, eg&-ffc&S&. y^nni 
if;k »gfcx^;b, ii^n^;k BfBfc^;^ ^l^ifil/Ci^^xxf 




fflIE#2 0 0 0 - 3 0 



#5p i 1 — 033863 



JVM ; S/x^;i/:r-^;K V-i V ~Ju \f ;i/x--r;K fh7tFn77X 
3f-tf->, h=3f S/x* Vx.* V y V U 3 ^l/X-^^tf) <fc 5 £x 
r-/i/IS ; 7-fe *^;i/x^;i/^ h >, Mv^f;i/>rh>, >fy*n 

>>?D/\3f-tf-y XBJ^fc^T h>S ; — -Mnx#>, — b d'Oi? y<D J: 5 
hnft^ifta ; 7th-h';;K -f V^fD-h y ;!/©<*: 5 fc— h y ; 
3M/i*y$K, ^f;i/*;i/A7^K (dmf) , ^f;i/7th7 5 F, 
t^f;i/ta*ahy7^ Ftf>j;e>&y^ F£i ; $?*?-/i/;*;i/3fc3f $/ F\ 

M^'J>f0MHt7^i; tfU^>, tf=n; >©J:3fc^#ifcy$ 

u K) , y^ bm (#cdmf) 

[0 17 4] 

n y k, ^y^b^fJ/h'JfMn'JK, h 3f S/ h y n y F© j: e> & 
hU7U-;i/^f;w\5>f KiT-ss. 

[0 17 5] 
[0 17 6] 

trn y try ^>^©«3Risr ^ >^ h^f;i/7$>, h'jxf;!/ 
y tf y tro y *?y t* y ^>t**><& 0 

[0 17 7] 
[0 17 8] 



ffilE#2 000-3004411 
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. afiflft i nmi o oisifire&y, 275 

[0 17 9] 

[0 18 0] 

(E — 211) 

#X={g«. ^tSttfSSff*. E- lXST'fgJgStlSfll'&ft (14) IC, 

r/i/n^rS/*;*:^ (15) &».3i?-sxgT?2&<&. 

[0181] 

fiFiglCtt, fb7tFn77>, J/ni^^x-^^, ^tf^PiJ-XBJ:^*; 
[0 18 2] 

[0183] 



ffi|E#2 0 0 0 - 3 0 



11—033863 



7u\?)i,^jvT$y<D&?temffimT$ymtf&tfbtiz>i)K ftmK.it. hik 

[0184] 

tf^ (SM yyntf;i/T^ 7) (2,2,2- h u * n nx h 
) jJn^^^ xaj:?*:**?^ yMZ&tfzz.ttf-vg, ts-mizit. tf^. ($?x 

[0 18 5] 

[0 18 6] 
[0 18 7] 
[0 18 8] 



6 1 



ffifiE#2 000-3004411 



11—033863 



[0189] 

. e- lvmmtm&it&m (14) jc, mj*- (i, 2, 

ftbt, ffc^ (15) &5S3t'f*XS'T?*S. 
[0 19 0] 

fcmumit. mzmMi*te^t>\ ®s-2 o#mi o ot^&u, »aitctt, 
i 075M4 oic-e&e, 

[0191] 

[0 19 2] 
(E-3Ig) 

#Xigtt, 'Pte< 1 oJ£Lhtf)E- 2T?»jg£ftS'ffc£-fll (15) , Ifctf, 
[0193] 

OTlt, *HKU »JSi&©JMSa!S:HPLC^«f'rsri:lcj:»JBIS'tsr 



ffiKE# 2000-300441 1 
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[0 19 4] 

- b38*#©l«tt, **U:*$/K#ffii:LT* at??, 2 75I5 0fl"efey, # 
jBfCtt, 1 073rS3 Oltfe^. 
[0195] 

i^bT, *Hfc&S#>/i*R©£-&/*fclfi3FLfcy, $VAtf»©-M«DN 

[0196] 
[0 19 7] 

[0198] 



2000-300441 1 
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[0 19 9] 

NaCl lOOmM, U h U ? Aif« ( P H 

7. 2) 1 OmM, T>^"fe>^^4 /*M. -fe >X^4 /iM£ Lfe"i?->^fg|R 
(5 00 /tL) &SI»*«1*K:i8U 1 0 HIS6^t^o < *J gffi*T?#SJ-r S 

c #3fe#£#f ft# uv-2ioopc) ®"fe^/SrtJc#gftB&ih©fc«>JcS*ft 

0. HCI8NWC2 6 0 nmlCi3J-t^^^ilX^?i^-r^ 0 
[0 2 0 0] 

1 5 #181 3 7TCJC4Rofc*U L/7h^ :7 7-i8*(10/iM,400/i 0 

iZf&mib^-foV^^T-^ -T£<Drtv 7 T -m®. (0.003U/ml ,400^1) 
. 3 7TCto»ofc;£3S1z/l/(800/e 1)ICA*W * U * Utf^ K©# 

8? IC <fc £ !ft Jfc (260nm) (D if #& £ SH I MADZU UV-2 100PC £ Jg V \ X & B# M IZ fflfe 

i-§„ MVN7^/^^7T-Offi^liTris-HCl(pH8.6)0.1M. NaCl 0.1M, MgCl 2 14mM 

(t 1/2) & (t=o) jk&mmm$L<DmM #s «> e> *i & < & o & 

o 

[0 2 0 1 ] 

(mmm 1 ) 

3' , 5' - - o-Ky j? j]/-? - o , 4' - c -3i is y -4-n v >f ;i/ $/ P y 

Mttit&Qstt 2-34) 

^Wl l^&nfcft^ft (9 7mg, 0. 12 6mmol)£, tf'J9*> 

(2mi) izmmL. m%nt~mmiz. 2N*iftth^A«(imi) 



6 4 



tfifiE# 2000-300441 1 
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iRJCfofcTft, iR/SIRtCfift^^ l/> (»5ml) £#0;tT, »2O%0»»*S: 
[0 2 0 2] 

*JSES:*£ETa*Lfc«. 3S«EJCififb^^ (*&5ml) (»5ml 
) *iU*.T. MU ^{SM&iei^ig^K («5ml) T?ifct*fk 
*S/*2»T?««ibfc., S£«:«JEET©5£U »e>*lfc«« (62mg) & */ U * 

0 0:3), BGfrffc-&*» (34mg, 50%) 
[0 2 0 3] 

1 H-NMR(CDC1 3 ) : 8.64(2H, br) , 7.89(2H, d, J=7.6Hz), 7.64-7.60(lH, m) , 
7.54-7.51 (2H, m) , 7.48-7.37 (3H, m) , 7.36-7.26(8H, m) , 6.18(lH,s), 4.70( 
1H, d, J=llHz), 4.60(1H, d, J=llHz) , 4.55(1H, d, J=llHz) , 4.46(1H, d, J= 
2.87Hz), 4.42QH, d, J=llHz) , 4.10-4.02(2H,m) , 3.89(1H, d, J=2.87Hz) , 3. 
75(1H, d, J=10.7Hz), 3.62(1H, d, J=10.7Hz), 2.34-2.26(lH, m) , 1.39-1.36( 
1H, m) 

2' -Q ,4' -C-X^ U> p y 
2 - 3 ) 

mt&ffll "e&*>tlfc{t&QB ( 1 6mg) tC, *#J-)V (1 ml) RTf 1 , 4 
-i/2W\*W3L> (0. 2 5ml) ZfiQz.. ££IC. 1 0%/^pyj±/m. 
1(16. 6mg) *MXT. 1 8H£ISflD!»3S3fcbfc. *<D&. H/&$L&^iSiC 
MU 1, 4 (0. 2 5ml) 1 0%rt5*?VJ*/m 
f(16. 6mg) SS&CM, 5 4WMlfc 
[0 2 0 4] 

iKJS»Tft, »StftS:^*y-;i/ (»5ml) T&^L£ 0 

atjamt&^issr^T, asmr, »«&S:feu nhtitc^m. (*&5mg) & 

= 100:7. 5). B£H#©g«r4fc«:#fco 



ffi$E#2 0 0 0-3 
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(MM&l 3 ) 

3' ,5' -St-P-sp i?;i/-2' -O A' -c-zi?- 1/>?-$ yy 
(M^iti*®^ 2-22) 

Oti^tlfeft^tl (4 1 8mg, 0. 6 2mmol)£, HVi?> 
: *Z J -71/ : 7K= 6 5:3 0:5 (DU&mW. (5ml) {C^Lfc D ^Z'V 
2N7K^^hU (5 ml) ZOVT'Mx.. ^tl5^ 

[0 2 0 5] 

R^nT^. lNMTTO^^UU Btm^^ (ft30ml) &fl!*.T 
, tHIOT^ith^^TKM (»30ml) . ^^7K 

(j^3 0mi) -e^tfe, *i*«SiKT^*s/9^-e<e«iibfc. 

[0 2 0 6] 

*J*ji$gb (s\*Vy : »Bftx^;i,= i : i) „ r^^yrxMtl (2 2 8 

mg. 0. 49mmol, 7 9%) £#£ 0 
[0 2 0 7] 

*H-NMR (CDClg) : 1.35(1H, d, 13Hz) , 1.41(3H, s) , 2.28(1H, dt, 9.4 and 
13Hz), 3.60(1H, d, 11Hz) , 3.76(1H, d, 11Hz), 3.94(1H, d, 3.0Hz), 4.10(1H 
, d, 7.0Hz), 4.14(1H, d, 7.0Hz), 4.31 (1H, d, 3.0Hz), 4.51(1H, d, 12Hz) , 
4.54(1H, d, 12Hz), 4.58(1H, d, 12Hz) , 4.75(1H, d, 12Hz) , 6.06(1H, s) , 7. 
3(10H, m), 7.91(1H, s) , 8.42(1H, brs) . 
(£ife«4) 

2 , -o,4 , -c-ji^ uy^$. yy 

(MBit&®m*2r 2 - 2 ) 

MfeW3 •^m^ntci^m (1 9 5 mg , 0. 42mmol) 

(iomi) izmmv. tkss^t. tffit'5nwifc 



[0 2 0 8] 
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: 1) . Bfe^ (7 6mg, 0. 2 6 8mmo 1, 6 4%) 
[0 2 0 9] 

h-MR (CD 3 0D) : 1.33(1H, dd, 3.8 and 13Hz) , 1.86(3H, d, 0.9Hz), 1.94( 
1H, ddd, 7.5, 11.7 and 13Hz) , 3.68(1H, d, 12Hz) , 3.75(1H, d, 12Hz) , 3.9- 
4.0(2H, m), 4.05(1H, d, 3.2Hz), 4.09(1H, d, 3.2Hz), 6.00(1H, s) , 8.28QH 
, d, 1.1Hz). 

(mmm 5 > 

3' ,5' -v-o-^yi/ji-z -o a' i/>-6-N-K>y^f;i/y^y 

m^it^m^ 1-23) 

Z-vmhtlf^it^m (2 3 8mg, 0. 3 0mmol) tfU^> 

: :*= 6 5: 3 0: 5©^^ (5ml) JC^Lfco -g-d'V 

2NtKM"^ h U ^A/ISJ^^ (5ml) ?:0 Q C-ein^., 5^1# 

[0 2 10] 

^js^t^, i N&mvKmmztpffiv. wm^jv Gi&somi) -e#imb 
. mm^m-f- b u 9 Aftsm*** (*& 3 0 m 1 ) , ^fn^m* (»30mi) -e 

;i/= 5 0: 1 ) „ 7 s £n/-7TXtt.te&Ql9t (133mg, 0. 23 mmo 1, 7 

8%) *mt~ 0 

[0211] 

1 H-NMR (CDC1 3 ) : 1.44(1H, d, 13Hz), 2.31 (1H, dd, 13 and 19Hz), 3.56(1H 

, d, 11Hz), 3.70(1H, d, 11Hz) , 4.10(2H, m) , 4.24(1H, s) , 4.45(1H, d, 12H 

z), 4. 53-4. 67 (4H, m) , 6.52(1H, s) , 7.3(10H, m) , 7.53(2H, m) , 7.62(1H, m) 

, 8.03(2H, d, 7.6Hz), 8.66(1H, s) , 8.78(1H, s) , 9.00(1H, brs) . 

(mmm e ) 

2'-o,4 , -c-x^ i/>-6-N-^>y>r jvy^/ tsy 
tmmit&mtt 1 - 1 1 8 ) 



mtl#2 0 0 0- 3 0 
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mMMSVmbtlf^t&m ( 1 1 6mg ( 0. 2 0mmol) & 
M*WUri**>5ml IzmMh. - 7 8 0 CIC#£PI,£ 0 ^ZllC, lM-£ig 
Ak-fcVm/VtUUt&ymWL (1. 5ml. 1. 5mmol) &i$>o<yaST 
U -7 8tT'3^IffLfe 0 ££fC. lM-=:&>ffc/fc?*/:^nn*#> 
^ (1. 5ml, 1. 5mmol) &fln;U 2,*%mWfrlsf=. a #C^T% ISC 
#o<y#ifiU fltf- 7 STCJCfcUfrLfctU (5ml) fciDx.. # 

[0 2 12] 

■i -iZ&VmmL (V9UU*#y : ;* 9 : 1) , (4 9m 

g. 0. 17mmoK 8 4%) &ft1L a 
[0 2 13] 

1 H-NMR (CD 3 0D) : 1.45(1H, dd, 4.3 and 13Hz) , 2.12(1H, m) , 3.72(1H, d, 
12Hz), 3.79(1H, d, 12Hz), 4.04QH, dd, 7.3 and 12Hz), 4.15(1H, dt, 4.3 a 
nd 9.4Hz), 4.36(1H, d, 3.2Hz) , 4.43(1H, d, 3.2Hz), 6.57(1H, s) , 7.57(2H, 
m), 7.66(1H, m), 8.09(2H, d, 8.0Hz), 8.72(1H, s) , 8.85(1H, s) . 

mmit^m^ i - 7 ) 

H5SM4-e#e > tlfe'ffc^ (1 4mg, 0. 0 3 5mmol) S:. fg^DT^^E 
~y/%^J-)V^m. (1ml) JC«#U -ttttftfc. 
[0 2 14] 

-f-Jcj:»;»»lL (s?^nn*#> : *#y-;i> = l o : l) , Sfiffr* (l o 

mg, 0. 0 3 4mmol. 9 8%) 
[0 2 15] 

1 H-NMR (DMSO) : 1.32(1H, dd, 4.0 and 13Hz) , 2.04(1H, dt, 7.4 and 12Hz) 
, 3.53(1H, dd, 5.2 and 12Hz) , 3.61(1H, dd, 5.2 and 12Hz) , 3.90(1H, dd, 7 
.4 and 12Hz) , 3.97(1H, dt, 4.0 and 12Hz) , 4.15(1H, d, 3.1Hz), 4.21(1H, d 
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, 3.1Hz), 5.27(1H, t, 5.2Hz), 5.39(1H, d, 3.1Hz), 6.33(1H, s) , 7.29(2H, 
s), 7.66(1H, m), 8.14(1H, s) , 8.42(1H, s) . 
1 ) 

3,5-y-Q-/Q^>-4-h'J 7;i/^D^ >^jV7t- M^r^^fM,2-Q- 
>fy^Ptf';f>-tt-D-xUXP^> h77;-X 

^ift^C^T. 3,5-S?-0-^>i/>-l,2-0-fV7°nif'jT>-a-D-xU^D 
^> h "7^ 7 -X (2 0 0 0mg, 5. Ommol) SrMzKS/^ □ D * # > 5 0 
mllC*£8?U - 7 8°CK&MLfc 0 ^d'V M*tTU^> (0. 6 0ml, 7 
. 5mmol) MMJ7MD^^^M>ii*% (lOlOmg, 6. 
Ommol) fcfltJx, 4 0^WLfc o 
[0 2 16] 

Kffi*7ffe. SiS»tC «iMc*^MJ Affifr**** (ilOOml) 

(ftlOOmlml) T'Sfc^U ^ttK^^* MffiT 
*«&e3sU fifi»*(2 5 2 0mg, 4. 7 3mmol, 95%) 3 

[0 2 17] 

X H-NMR (CDClg) : 1.34(3H, s) , 1.63(3H, s) , 3.48(1H, d, 10Hz) , 3.53(1H, 
d, 10Hz), 4.21 (1H, d, 5.0Hz), 4.5(4H, m) , 4.74(1H, d, 12Hz) , 4.80(1H, d 
, 12Hz), 5.01(1H, d, 12Hz), 5.73(1H, d, 4.6Hz) , 7.3(10H, m) . 
(##M2) 

)l-4-i/T J -1,2-0-4 V -7°q fcf U f*y- a -D-x U ^ n ^> h 

-7=5 ) —7» 

T*We>*l7Mfc-&% (2 5 2 0mg, 4. 7 3mmol) JC, 
*;i/3fc3f$/K (5 0ml) 9 OTCT^ilfc. giSJCJibfc^ $/T> 

ftth'J^A (4 6 3mg, 9. 4 6 mm o 1 ) fcj&Dx., 5 0TCt3iWl 

[0 2 18] 

fc!&mT%i. fcf&mz, 7K (»100ml) &OT®?X^;i/ (ilOOml) 
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zmz.. mu mmm^m^m^ («ioomi) t&^u m-fom**y 

(^^rif> : Wx^;i/=4 : 1 ) , (1 5 9 Omg. 3. 

8 9 mmo 1, 8 2%) Sr#fc. 
[0219] 

1 H-NMR (CDClg) : 1.34(3H, s) , 1.62(3H, s) , 2.88(1H, d, 17Hz) , 3.15(1H, 
d, 17Hz), 3.50(1H, d, 10Hz) , 3.58(1H, d, 10Hz) , 4.08(1H, d, 5.1Hz), 4.5 

2(1H, d, 12Hz), 4.56(1H, d, 12Hz) , 4.57(1H, m) , 4.58(1H, d, 12Hz) , 4.76( 

1H, d, 12Hz), 5.73(1H, d, 3.7Hz), 7.3(10H, m) . 
(###!3) 

3,5-i?-o-Oi?;\/-4-tfv\s ^ jv^^jv-i ,2-0-4 v ~J d tf y ^y- a. -D- j. u ^ 

S*^t«ST, ##«2T*#&*lfc<ffc<&% (610m g, 1. 49mmol) £ 
, VVUU**y (10 ml) izmMls. ~ 7 8"C{C#2flL£:o 1. 5 

Mi/M V7*f ;i/7;K - 7 AA^ K7>f F/ h;i/X>M (2ml, 3. Omm 
ol) ^o<«JiTlt, -7 8TCtll|Wbfc 0 *<D®., ^?SlCJiU 
jKJ&^IC* (5ml) £j&Dx.fc, tgftJi&'f t T > ^ - «7 A7jc?M 

(Hj20ml) £#[Jx.T, 3 0M#lfc„ 
[0 2 2 0] 

SlSfcFTlk mUtt* Gfo3 0ml) SriJDx.. #*U ;g«iJS£ 

mk&M± V V *? A»fH*»* GS$3 0ml) , ffiJfti^JS* (»3 0m 

(##M4) 

3,5-^-Q-^>^;i/-4-(b: FP^r^Ji^;V)-l,2-0-^ V tf U x>-a-D-X 

##«|3t'#^fcft^tl (15 4mg, 0. 3 7 7mmol) ^ 1^;- 
;i/ 5 m 1 IC^^L. NaBH 4 (7. 6 mg, 0. 2mmol) 

7 0 ffi|E#2 0 0 0 - 3 0 0 4 4 1 1 
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[0 2 2 1] 

Rmmrtik. Rj&miz. mm^m (»iomi) oss 1 o m 1 ) zun 

X., f«ff%fifDit$* (UllOml) T?«fc?*U 

[0 2 2 2] 

MET. #e>4xfe«SS:, $/ U n v h 

(^^r-9-> : Mm^;i/= 2 : 1) , te&mftQsR (1 1 7mg, 0. 
2 8 4 mmol, 7 5%) 
[0 2 2 3] 

1 H-NMR (CDClg) : 1.33(3H, s) , 1.66(3H, s) , 1.78(1H, ddd, 4.0, 8.5, 15H 
z), 2.5K1H, ddd, 3.4, 6.4, 15Hz) , 3.31(1H, d, 10Hz) , 3.54(1H, d, 10Hz) , 

3.80(2H, m), 4.13(1H, d, 5.3Hz), 4.43(1H, d, 12Hz) , 4.52(1H, d, 12Hz) , 
4.55(1H, d, 12Hz), 4.65(1H, dd, 4.0, 5.3Hz) , 4.77(1H, d, 12Hz) , 5.77(1H, 

d, 4.0 Hz), 7.3 (10H, m) . 
FABMS(mNBA) : 415 (M+H), [a] D +57.4° (0.91, *#y-;i/). 

(#%« 5 ) 

> ^;i/-4-^;i/ ^ ;i/-i ,2-0-4 y -?u ti° U <* -D-x U ^ n ^ > 

^IS^eT, - 7 8*Cici££Pb£^K^*nn* (2 00 ml) &c, mt 
yt^VJU (6. 0 2ml, 69. Ommol) &fln*., f 3^, jR*^^nD 
(10 0ml) {C^l/fe^^^l/X^^dpS/K (7. 8 7ml, 110 
mmol) JriTlfc 2 0 fiJCSttSI^KIite*^^ n n ^ * > (10 

Oml) lC^^L^3,5-^-0-K>^;i/-l,2-0->r V^D If UfV-a-D-l'J 
XD^>h77;-X (9210mg, 2 3. 0 2mmol) &?iTb, £ ^ IC 
, 3 0#Jf£PLfco £ ^{C*fc, h'Jif;b75> (28ml, 2 0 0mmol 
) ^o<U^MfCMU^c £/£?£&C* ($j3 0 0ml) SriDx., 

, (^3 0 Oml) , ffifnifefc* (*5 3 0 0 m 1 ) T*m\ #,7KM 
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-IC£ VmmV (^*V> : Wm^)l<= 5 : 1) % (8 3 l 0 m 

g, 2 0. 8 8mmol, 9 1%) 
[0 2 2 4] 

1 H-NMR (CDClg) : 1.35(3H, s) , 1.60(3H, s) , 3.61(1H, d, 11Hz), 3.68(1H, 
d, 11Hz), 4.37(1H, d, 4.4Hz) , 4.46QH, d, 12Hz) , 4.52(1H, d, 12Hz) , 4.5 
9(1H, d, 12Hz), 4.59(1H, dd, 3.4, 4.4Hz), 4.71 (lH, d, 12Hz) , 5.84(1H, d, 
3.4Hz), 7.3 (10H, m) , 9.91(1H, s) . FABMS(mNBA) : 397(M-H) , 421 (M+Na) , 
[a] D +27.4° (0.51, * $ J - )V) . 
6 ) 

3 , 5- j?- o-y<y pji-z- _ ;i/-i , 2-o y □ if U -T > - a - D - j: U >i □ ^ > 

1I^T> MM5T'#e>tlfcft^ (8 3 1 Omg, 2 0. 8 8 mmo 1 
) ?:j|*fh7k:KD77> (3 0 0ml) JC«P»U 0°CJC#£Pb£„ 
, 0. SM-T-^nm/hfr^^mWi. (4 4ml > 2 2 mmo 1) 

[0 2 2 5] 

HJft^T^, i/'xfM-f;i/ (3 0 0ml) *MZ-t=.%k. 0. 1 N*iftt 
h U ^AtK^M (2 Om) £*£>^ < yflDJtfc. »e>tlfc«f ffi%£-fe^>f bfcJBV* 
T*iftU flPM&£S?x^;i,x— 5^ (HHOOml) T?«fev\ 'a«U ^tKM 

drif> : Sixf;i/= 8:1, 5:1), ( 5 6 0 0 m g 

, 14. 14mmol, 68%) 
[0 2 2 6] 

1 H-NMR (CDC1 3 ) : 1.28(3H, s) , 1.52(3H, s) , 3.31 (1H, d, 11Hz), 3.34(1H, 
d, 11Hz), 4.25QH, d, 4.9Hz) , 4.40(1H, d, 12Hz) , 4.52(1H, d, 12Hz) , 4.5 

7(1H, dd, 3.9, 4.9Hz), 4.59(1H, d, 12Hz) , 4.76(1H, d, 12Hz) , 5.25(1H, dd 

, 1.8, 11Hz), 5.52(1H, dd, 1.8, 18Hz) , 5.76(1H, d, 3.9Hz), 6.20(1H, dd, 
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11, 18Hz), 7.3 (10H, m). FABMS(mNBA) : 419(M+Na). 

3,5-i?-Q-s< y ^;i/-4-(b: F n 3p $/x^;i/)-i ,2-CW v •T'p tf U a -D-x 

ii^T, ##M6t#f,tltfb^ (5 5 0 0mg, 13. 8 9mmol 
) KtefcT- h^H Ka^^> (2 0 0ml) &C?§fl¥U ^3^., 0. 5M09- 
BBN (9-#^fcTS/^n [3. 3. 1] J±y) /fh7tKD77>ilf ( 
80ml, 4 0mmol) &iTb, ilt*-ii#bfe„ 
[0 2 2 7] 

0ml) £#D3-fc 0 $e>lC, 3 0 %jgM:7Mft7K ( 3 0 m 1 ) fi»3 0 
[0 2 2 8] 

SfS^T^ Jxfo&&miz, mm&i&yk (*&2 0 0mi) s.^it^x^;i/ ($ 

2 0 0ml) ZMx.. ML> ^flUf&^ttU >|A>y7 7~ (»200ml) 
, ffijftJifeS* (»2 0 0ml) ^^v^** */ ? At^i L 

y*M8L C^**> : f8lfA= 2 : 1. ^tf>#:, 1:1), M-fe?fi^#fS ( 
5 3 7 0mg, 12. 97mmol, 9 3%) &#fc 0 
[0 2 2 9] 

*H-NMR (CDClg) : 1.33(3H, s) , 1.66(3H, s) , 1.78(1H, ddd, 4.0, 8.5, 15H 
z), 2.51(1H, ddd, 3.4, 6.4, 15Hz) , 3.31(1H, d, 10Hz) , 3.54(1H, d, 10Hz), 

3.80(2H, m), 4.13(1H, d, 5.3Hz), 4.43(1H, d, 12Hz) , 4.52(1H, d, 12Hz) , 
4.55(1H, d, 12Hz), 4.65(1H, dd, 4.0, 5.3Hz), 4.77(1H, d, 12Hz) , 5.77QH, 

d, 4.0 Hz), 7.3 (10H, m) . FABMS(mNBA) : 415(M+H), [a] D +57.4° (0.91, 
* # J-JV). 

(##M 8 ) 

3,5-^-o-^:>^;i/-4-(p-h;i/3:>x;b^— ;i/^-^r->j:^;i/)-i,2-o-^f y^a 
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SaRSaT. h;i/X^»Lfe#%«4T?ffP,*lfcft^« (1 0 3 5mg , 

2. 5mmol) 5:j|* > >^nD^^> (3 5ml) {C?g$j¥U 0t;iC?fr£PL£: 
„ ^Zl^ MJif^7§> (1. 8ml, 13mmol) , i;^f;i/7^;^ 
US?>(30mg, 0. 25mmol) , Mp~h^i>X^;b (858 
mg, 4. 5 mm o 1 ) &2jDx., gffiT?— Uftit^Lfc. 
[0 2 3 0] 

£j£*5FTffe, S/S«K:^Bft*3!l^hU^Affijftl*»IR (»100ml) &#IJx. 
, Mb, fill, £»*ifc-^M;tfAffi?n*** (fc&lOOml) , 
M.* (filOOml) T*&?£U ^7K«EKv^**/OAT««eLfc. 
[0 2 3 1 ] 

»ixf;i/= 3 : 1) % M&ftlMb'St (13 4 Omg, 2 
. 6mmo 1, 9 4%) 
[0 2 3 2] 

1 H-NMR (CDC1 3 ) : 1.33(3H, s) , 1.49(3H, s) , 1.99(1H, dt, 7.6 and 15 Hz) 
, 2.47(3H, s), 2.60(1H, ddd, 5.7, 7.6, 15Hz), 3.28(1H, d, 10Hz) , 3.45(1H 
, d, 10Hz), 4.11(1H, d, 5.3Hz), 4.32(2H, m) , 4.42(1H, d, 12Hz) , 4.50(1H, 

d, 12Hz), 4.54(1H, d, 12Hz), 4.62(1H, dd, 4.0, 5.2Hz), 4.76(1H, d, 12Hz 
), 5.74(1H, d, 4.0 Hz), 7.3 (12H, m) , 7.78(2H, d, 8.3Hz). 

(##M 9 ) 

i,2-^/-o-y-fe^;i/-3,5-^-o-^>^/;i/-4-(p-h;i/x>^;i//^— jvyt^t/^ 
;i/)-q-D-xun/<> h77;-^, 

8 t#&nfc£^« 1 3 4 0 m g (2. 36mmol) Ml5m 
lizmm U atfcKBffifcl. 8 8 ml (2 Ommo 1) „ S&KgftO. OlmU 

tax.. SST'i^rWlfc. fcj&m**i£yk6 o mi ic&tf, £e>ic3o#jf 

WLf=.a ffifHAft* (*& 1 0 0 m 1 ) , mm^)V (*& 1 0 0 m 1 ) £#D;L, M 
Dx" h**^ 7-f -tC J: *JiRH8b (^\=¥1^> : MW.^fr = 2:1), 
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*t&$S4K4&5t 1 2 9 0mg (2. llmmol, 8 9%) l:#t 0 
[0 2 3 3] 

^-NMR (CDClg) : 1.86(3H, s) , 2.05(3H, s) , 2.08(1H, m) , 2.18(1H, m) , 2 
.42(3H, s), 3.30(1H, d, 10Hz) , 3.33(1H, d, 10Hz) , 4.23(1H, d, 5.1Hz), 4. 
24(2H, m), 4.42(2H, s) , 4.45(1H, d, 12Hz) , 4.55(1H, d, 12Hz) , 5.28(1H, d 
, 5.1Hz), 6.01 (1H, s), 7.3 (12H, m) , 7.73(2H, d, 8.3Hz). 
(##M10) 

2' -o-T -fe^;i/-3' ,5* -p-o-Ky ^;i/-4' - p - h ;i/x>x;i/^^;i/^ jp->xf ;b 
SiS^T. SST'##M 9 T*# ?>tlfeft^ ( 6 5 0 m g , 1. 06mmo 

1) &M7ki, z-vtuumty (i5mi) izmmv. ^e^ic, mm&JtM 

(H. Vorbrggen, K. Kro.likiewi.cz and B, B 
ennua, Chem. Ber. , 114, 1234-1255 (1981) 
) i:toTliLfch'J)lf;i/i/'JMtf^ (5 0 0mg, »2mmol) £ 

Mz-fr e ££>ic, f*A, h y ^;i/^-n^ h u ^^;i/^u;i/ (0 

. 36ml, 2mmol) fcfigTU 5 0 'CX—mSMW 
[0 2 3 4] 

s/s»Tft. ^fSMic^mTK^^- h v v ^mm^mm («50mi) zmz., 
-fe^^r h$:fflv>T5jgb, mm^wuu**y osssomi) srjn^., mmm 
^mm^m± v v v j*ma*mwi o& 5 o m 1 ) . mm^m^ (»5o m i) -e. 

2:1), T^EA??^^! (4 3 2mg, 0. 64mmol > 60%) 
[0 2 3 5] 

1 H-NMR (CDClg) : 1.52(3H, d, 0.9Hz), 1.94(1H, dt, 7.5 and 15Hz) , 2.06( 
3H, s), 2.23QH, dt, 6.0 and 15Hz) , 2.42(3H, s) , 3.38(1H, d, 10Hz) , 3.67 
(1H, d, 10Hz), 4.17(2H, n) , 4.36(1H, d, 6.0Hz), 4.41 (1H, d, 12Hz) , 4.44( 
1H, d, 12Hz), 4.48C1H, d, 12Hz) , 4.58(1H, d, 12Hz) , 5.39(1H, dd, 5.1 and 
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6.0Hz), 6.04UH, d, 5.1Hz), 7.3 (12H, m) , 7.73(2H, dt, 1.8 and 8.3Hz), 
8.18(1H, s). 
<##« 1 1 ) 

2' -O-r •fe^Jlz-S* ,5' -jf-O-O £>';i/-4' - p - h Jl )\,Jt *r i/ JC^;i/ 

) -4-n-k > y >f ;i/ ^ s; > 

##W9T*#f>tlfeft^t (3 8 3mg, 0. 6 2 6mmo 1) S:, 
2-i/^DDX^> (4ml) lC?#^b£o f tafBOlfcitR (H. V o r b 

rggen, K. Krolikiewicz and B, Bennua, Ch 
em. Ber. , 114, 1234-1255 (1981)) lCfi£o TMI^bfc 
h V t^JVS/V MtKy^/^fris h ^> (3 0 0mg, Ull. Ommol) 

0. 18ml, 0. 9 9 5mmol) ZtitiZ.. -£<Z>^, 5 0iCtlHril#bfc 
o ^SICJIU «|3pD«m*3R^-M;9^**?R (IDlOml) £2fD;i 

[0 2 3 6] 

SJSISFTSL fi/Sffl^ftlcS-fb^^U^ 0®2 0ml) £#IIx.T, ff#U «f 

I/, ^»«3:tefnA*L* (H20ml) T?8e?£U i»V^*i/7A« 
ht=. a mi±T> *«E&#5feU j»ft7 J E^77X««jS (3 9 7mg, 8 3%) 

[0 2 3 7] 

*H-NMR (CDClg) : 8.70(1H, br) , 8.18(1H, d, J=7.4Hz), 7.87(2H, d, J=7.5H 
z), 7.72(2H, d, J=8.3Hz), 7.61-7.57(1H, m) , 7.51-7.48(2H, m) , 7.43-7.21( 
13H,m), 6.02(1H, d, J=2.9Hz), 5.40(1H, dd, J=5.8, 2.9Hz), 4.57(1H, d, J= 
11Hz), 4.39(1H, d, J=llHz), 4.32-4.28(3H, m) , 4. 19-4. 16 (2H,m) , 3.69(1H, 
d, J=10.5Hz), 3.31 (1H, d, J=10.5Hz) , 2.40(3H, s) , 2.30-2.23QH, m) , 2.06 
(3H, s), 1.95-1.89QH, m) 
(##M1 2) 
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7 6 



2 0 0 0 -3 0 



11 — 033863 



-6-N > W isy 

ii^T, iSt, £li6#9 9 tlfcftl'&to (6 00mg. 0. 9 8mm 

ol) i (15ml) IC?§8?U -ZZK. fufiBtf) 

iSCiR (H. Vorbrggen, K. Krolikiewicz and B, 

Bennua, Chem. Ber. , 114, 1234-1255 (1 981) 

) ict otn^ L h y ^ f ;i/ ^> y ;Hb^ > ^/>f ;i/7f-> (5 0 0mg, mz 

mmol) SriDAfco #£>*i£;£l&MlC, h U ZtfrtfU * # >x;i/jJ>>^ h V * 
*)VisVJl (0. 3 6ml, 2mmol) SrigT^, 5 0 TZT*4 mmMWLfc. 
[0 2 3 8] 

mj&^t^ fci&mzMMTum-f h v v ^mm^mm m 5 0 m 1 ) zmz.. 

$e>C^^nn^^> (IS[50ml) &*D^T> fttfLL* mmM%:m.Wi*m± h 
U ^ A^tK^M (*& 5 0 m 1 ) , #^T% ^^Tfc (*& 5 0 m 1 ) ^gt^ 

0:1), T^l/^T^^j&'fe^St (405mg, 0. 51 mmo 1, 52%) 
[0 2 3 9] 

*H-NMR (CDClg) : 2.0(1H, m) , 2.06(3H, s) , 2.32(1H, dt, 6.0 and 15Hz) , 
2.40(3H, s), 3.36(1H, d, 10Hz) , 3.58(1H, d, 10Hz) , 4.22(2H, m) , 4.39(1H, 
d, 12Hz), 4.45(1H, d, 12Hz) , 4.47(1H, d, 12Hz) , 4.59(1H, d, 12Hz) , 4.62 
(1H, d, 5.6Hz), 5.94(1H, dd, 4.5 and 5.6Hz), 6.21(1H, d, 4.5Hz) , 7.2-7.3 
(12H, m), 7.54(2H, m) , 7.62(1H, dt, 1.2 and 6.2Hz), 7.72(2H, d, 8.3Hz) , 
8.02(2H, m), 8.21(1H, s) , 8.75(1H, s) , 8.97(1H, brs) . 
[0 2 4 0] 
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